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(54) BMo^M l. %-ty^)V>-2-Hryn^ 



(57) 

UMU iS(I) 

OH O H 
^n a n\ (I) 

6 ' 



(2) 



*$&B¥4 - 2 1 7 9 8 1 



OHOH 

C-N-Y-X 




(I) 



Xtt*3ff. fi»7^;k 77**;k B&*> 10 
b < »#B&©7 U -Jk Blft & L < tt#BSI©£#»i 
fcJ&Sg, -NR' R * (5tf . R ' * ttp?-* 

Hfc2] 

-w z 

WttN$fcttCH£3lt>U Z 
fcfc N-R s (5t<P. R * mjJWVZUtt* 20 

yy)vzm)?) zmt>v> n i*j«ttfn 2 a-en-^n* 

OH 
Piroxicam 

[0004] *^WICHaUT. 4-tKD+->-l,8 
-i-7? U 3>>- 2 -*>mWtt Hit T£C*fr> 

[0005] 
Ht4] 

OH 

[0 0 0 6] R 4 a*7xn;kCR ■ *t- hnfc^u 4ft 

*fcttJS»fPffl*WU » #:7x:^TR ' j»t 
^UTabSfl^aKSch 12223) *tj.Phara.Exp.Ther.. 40 
246 , 578(1988) £ett3tVO>«. HtXiftMflUB 
SiRU R ' tf7**/k 7?A*jl4r?. R • ifilJ)V 
/t*-f*. l-rA^JPAJP/t^Af. N-7*n*->*JU 

£fcR ' *»7;I'*^T, R 8 #X h+^A-Jli-^T 
* £ffr&!8W«J. Med. Chen., _30_ , 2270(1987) fc-tft-en 

[000 7] 

[S93*i#ftt<fc5i-rsgia] *f£WOBfi9tt, 4- 
tHD+y-l-7i-;H, 8-t7f 'Jy>-2- 



*l~3©S»**b*) Sfcttfi&fcKttlftUft©^ 
7VT'J=;Hfc»feU Y»J|MS£ifctt7;MrW>£* 

[0001] 

a- V5M*W«!ftfc«|;:#JSfc*r« l , 8 -±7^ 'J 5> 
>-2-^->S|^:»cprS. 
[0002] 

[£*©8fg] An©3~4&&BtTV>-5'Ja.--?3 i 

(piroxicam) (#BfcflF3! 3,591,584^) **V>ttRD-4 
3526 (I. Med. Chen., 31 , 1453(1988) ) fWtfcJStlTH 
5. 

[0 003] 
[ft3] 



OH 
CF« CM. 



IH_ 0 

'choixx^h. 



RU-43526 
[0008] 

[«BS*KM-*fc©©*B:] «BW4-«K (I) 

[0009] 

[fc5] 

OH ON 




C-N-Y-X 
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(l) 



[0010] {5S+. xtt**. ffi»7**;k 77* 

*Jk B»t>L<tt#B&©7U-;k B&fcb<tt# 
BSl©##«S$Sa2, -NR' R* (JCK R" *«t 
tfR' tt» H-*fcttS*oT***fettffi«7;^^ 
£3Hrf > . 

[0011] 

[fc6] 



a) 



i 004 



(3) 



ftH¥4 - 2 1 7 9 8 1 



[0 0 12] (i£«K WttNifcttCHfcigfcU Ztt# 

*;v*fctt^>vjp**t)-r) £3tt>u mortal* 
-tn-em~3os»i£^t>-r) k«# 

loon] itd) ©&s®£gk:fcHT. mj)v 
*)v\m&*iz\iftim.<r)&%& i ~6 or***** 
#u mak*?*. x^;k ^ntr;k -rvyot! 

;k 7^k "fV^k sec-^k tert- :/^;k 

;k ^>xtHU;k MJ3S>w?rt*, *fc7U-;k>u 
Ttt«Ati7x-jk ^^kgat^n-ens^sn 

*sn*. 7^*w>«E«*rctt»e«o^ai~ 

6©. WAtf^fkv. lfl/>, MJj*^k>, fh 
7^?k>. *>9*?v>. 'sW/fkv, x^;u 
x^kx ^ai;w>^s^^ti5. 7»J-;k %m 

Tg&* i ~ 2 ©<5»7;k*;k ffi»7* 
3*->. Apyx - hp. 7sy^w^sn, ffis 
7;v+;kfc«fc^ffi»7;kn+vt:^»t-57^+j^^ 
tt. WEfll»7;u*;KD^tRi;-c*r). Aay>« 
yym. mm. j**, 3<73§©ss«a&tfsn-5. 
to o i 4] <b£«& (i) ©««. &ii±ff$;*nsK 

75yft#ipfi§sa^r-5. 
[ooi5] (i) ©fsssiifgsnsKttana 
tux«. jgKifi. ana. u >Kifi§©*i«gjfi. » 

vwf 7t;hwu ?x>g 
UTtt±hU^A«, *U9Att«C!>7Jfci!MJ&Jltt. 

Ty^->^Aie. *;k^->AJe^o!>7;k*'j±s^jBm 

OB*, 7frS.-VA&, S»«t>*^6n, ^a±HF 
£3tt£#«7S>#JO»i:LTtt^;k*UX tM'J 

^>^©ftina. ns±HF$sns75yeftinJfitu 
■rau-xx y»jf>. 7x-)V77->®<Dmamw 



10 



20 



[0 0 16] D€ffcfc£4& (I) ©SSifeCOHTRW 

s©fc*®9jfc«s, ta^tsisnsm 

[00 17] Sffil 

ft^fe (i) ». an tft^«(iii) tzm 

[0018] 
[fc7] 

OH 

aA/ COjR3 

(IT + X— Y— NH2 . ( |) 
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(») 



(III) 



[0 0 19] (5£«K R s »fiB7****St>L X 
*3<fctfYtti»S<!:P?8T*-5) ^CT. fi»7M^t 

ttMfB«ft7;Mf ;ka£g t n 

[0 0 2 0] EfclC&ffiSnsiggtLTtt. ^8*U 
*A. ^8^h'J'>A^©7^*U^)SMBIi&S. 
ft;^- h U -7 A^©*sSHfc7;k& U £HS. ± h »J «7 A* 
h+vK. ±h'J^AXh4vH^©7;k*U^JB7;P 
«3» H*vHS. hUX^;kT5>^©7^;kT5>S*t 

[0 0 2 1] S^SfHtLTtt, «xllfh7tHD7 
?X ?**-*>%<DX-7-)m. ?*?**»A73 
H$©7SFg, ;<*/-;k X9/-)\&<D7)l>3- 
)l>& t->k>, hJklX MMtX ->£DA=MJ-> 

$©&{fc**g, i'DDMA. raiUfc&^WAoy 
>fciS{t*3figu ^>^;kx;^*->H^©s«fci84 
b&v^©*waut)K«ji^UTffifflati*. s^tt 

0~300 < CT10^~24^WT^7 - r-5. 
40 [0 0 2 2] (II) «, W*fcmTfc*-f7jfcA 

[0023] 
[ft8] 



1001 



(4) 
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OCA (V,) 



00 




IS 2 



[0024] (sc«f. r s mmtm&v&o. R ' tt 

R * ©Jg&tHUTfc*) 

[0 0 2 5] RfHkdtt (IV) tt, £*D©#j£ (J. Org. 
Chea.,3?. 1803(1974) ) hV<\ttn\zmCTGtftfr 

[0 0 2 6] (IS 1) (V) tt, £glCj;9|* 

ft^»(iv)t*xyx Nu*xy>*^tthu 

^Dn^^;^DD*JV^-h (TCF) 

[0 0 2 7] RmmthX\t, mX\irV?\iYU7 
7>. ^**tJ->f|©I— b)VX>, a^d-x 



(V) 

*3F©^ft;#3sjg. 1, 2-yjDDI^>, i?Dom 
iff ^©APy>fcSfc**S^©E^JCW^L^Vit>© 

[0 0 2 8] (Ig2) (II) ft. (V)t 

ft^tt (VI) t£JfilE©#«ET, &SKJ;Dig#+Kfc 

[0 0 2 9] OftfeB) 

[0030] 

Wfc9] 
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a 



(IV) 



Hal-CCHjCOzH* 
(VIP) 

IS3 




N-C-CHa-COR 3 

o o 



IS 4 



(»"> 



(VII) 



[0 0 3 1] (5£*. Hal tt/\ny U R 

>43«fctfR * ttifffit^gT**) Any>s? 
tarn a 

[0032] (IS 3 ) (VI I) tt, {fc£%(IV) £ 

fcS4&(VIII)££8S©#«ET. &gfc<kDiS«<PEJfc 

[0 0 3 3] (IS4) ft^«j(II)tt. fcfcftmi) 

OH 



**T**. KJttMK. KSlK£*Lfcfc© 

[0 0 3 4] g&2 

(I) tt. ^©EfclSKft^lt* 

[0 0 3 5] 

[flao] 
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XH6 



(") 



(•I) 



(IX) 



[0 0 3 6] (5S+. R 1 ttitlEtHST**) 

[0 0 3 7] (185) fcSfc (IX) tt. (II) 

£7;u* y ffttTWi* to&-r* c t ic«t y $s h tat 

[ 0 0 3 8 ] 7frl3 y £ UTtt. ffA.K*Bfe*- h 'J O 



y a&is* y * a$©7;w* y &jksk 

[0 0 3 9] E£8*St£LTtt. *, I* 



(5) 
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[0 0 4 0] (IS6) 

( I ) tt. (IX) t% (X) 

X-Y-N=C=0 (X) 

(X) ££&SC<k9&g©S#TlcK££-tt-5 



[0 0 4 1]. gfc3 
[0042] 

mi) 




R^OfcC-CHjC-N-Y-X 
6 H 



(«) 



(XI) 



(V) 

[0 0 4 3] (i£>K R « ttR * ©JggtHUT&O. 

[0 0 4 4] {til® (I) tt. (V) tftsvoa 

I)£, £g©#&TE£;£ttSC£fc±Df§S£cb!re 

[0 0 4 5] ±^U^I!3i)*ICiJtt54'm^ii«fc^BW 

a. am. ««. ate. suss, ss*ov^ 

[0 0 4 6] fcS«J (I) ©££UW§L;fc^<b£, fc£ 

m (i) jwtt©»r»&n*«£fctt. ^-©ii»fi-r 

[0 0 4 7] i&. fb&& (I) *<t^©Hffl±flF$ 

sn-sffitt, **4^tt&a^«t©f«ne»0»-c#«E 
•far £tt&ttan&t>#589iK:££sn 

[0 0 4 8] fc£4& (i) ©A#fl£m i aucjR-r. fc 

is. S+©fl2^«jS^««iE-r*l^g«#^lc^UT 

lr>*. 
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[00 5 1] 
[S3] 
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* [0 0 5 2] *K. tt£ttfc{fc£«>J (1) ©ggflUflfc 
OUT. 

[0 0 5 3] tmmi 

[0 0 5 4] #S 150-160 gWWister^aitt^y h 
£, -»3~5EEttT*»lCfflV^. 
8.<D®m?y hSUSfiiSSB««ai)eSe(TK-101;a 
T»£Lfc«. M»^10 0mg/kg 
£ftD##bfc. it»fc£®I&^ 1 BfM&l;: 1 %1i=7f 
-y CA-*7y^>;PICNIN-A (*. ETFBS.B«£* 
t) O.HnH&^«MSa&Tlca»Ufc. * 

(i) fcftv>i?j!$£#ie>fc. 

[00 55] 
[Si] 



(1) 



* 

Vt - V0 

tmm*>- X10 ° 

Vo 



[o o 5 6] vt : •ttyf-yism-mm&oiimLEm xwmmt. tsc (2) izm&nnit. 

« [00 57] 

vo : # 7f^>mm^msmm * m 2 ] 

Swc - Swt 

(%) = x 100 (2) 

Swc 



[o 0 5 8] swt : mit^mmmm 
s?c : nm» (£.w&m&*m) m&& 

[0059] imm2 

Zyaosan S^BJCWT-S^S 
[0 0 6 0] lX*7y->Oftto0l:U Zymosan 
[Zynosao A ; v^ft) SJHK #Bggftg«-5- 

$fc<fctf£i?B©8l8il$'bi4»fl 1 fcjpl,fc5t KftoT 



[0 0 6 1] «&0?3 

7 5* h >me#Bic#-r*s« 

[0 0 6 2] lXa^y-XDftfcOCO. 5X77*H 
>K£fflK #B^fcR84&fi$«»ai£si:T©l$ 

3 s 1 imic^^Kns^ 1 ©^ic 

ipUTHR^ffofc. *fcSB«*«t^S??B©a)iH* 
■bKKCTlfc^bfcJCtfiEoTSmLfc. t5S*$g2£ 

[0063] 
[$4] 
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13 



(8) 

S 2 ft 



®W¥4-2 17 981 
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*5»W2 K»W3 



1 




2 0. 5 




4 


4 0. 0 


3 7. S 


3 4. 9 
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3 8. 5 


3 8. 4 


4 8. 0 
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3 1.7 


2 7. 3 
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2 3. 2 
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2 5. 2 
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3 4. 2 






22 






3 3. 4 


23 


2 2. 7 


2 2.2 




28 


2 7. 3 




4 1. 6 


29 






3 3. 3 



[0 0 6 4] umm4 

mm 7V)v*-&&7vvmmk\zm%&m 

[0 0 6 5] 1. W*tim&7)V?3. >(0A)IgG B#© 
(B3SHfg, 6 6#. 2 3 7K (1970^) ) <Djj 

8n? h 6 * £»fftsK vtzW¥ a jbff» e *o«t 5 

gG£*8»Ufc. ttOAjliiMfcjiifSt^bT 50 
1 / 2 £S©ffiSiaS87 >iZ!) AS«£iO A 4 "CT 1 
PtUHttBLfca. (3,b00rpn. 3 0$h 4t) 

ufc. «:»*Duibccco©u>i6e«fj«»cjs#um h 

«BS<DSK^li«3|5Iffl\ I gGBS^SS&Ufc. 
[0 0 6 6] 2. IIIfl7WA^FHt?9 hMHrtSr* 
Wistar»«tt79h (2 2 5-2 5 0 g) £»0M^« 

1 OOng/kgSSPft^bfcft. 3 0#&ICX-5^fc* 

, s.v. 
mo* (%) = f ioo- 

V P.V. 

[0 0 6 9] s.v. : mito&mm 
n.v. -.mmm&m 
p.v. : ®&m®mi{tGm&m 



*»T-r^^JiOA-I gGjgtt (5mg protein/ml) 
0. 2m\Z#&mz&AVft. I gG«!^3 0#&fcOA 
(albumin egg grade Ill.Sigma It) £$Ml*38:4l/JS 
E&£gjgU ^CD2«K»k:Bvaos blue2 5ng/kg£ 
»Rft&5Lfc. »Kjftgfi4l^ra3 0^«tft]fiU&JE 

[0 0 6 7] »Krt«ttl«*«ffiU. WErtatflffiftS 

«8)ti/&. j»ert£ssfc5ni©£Sfeg*-eft#u 

•CMStfc CAgeot Actions, 25, 326(1988)) . BErt 

(3) «kD#aibfc. 

[0068] 
»3] 
-N.V. 

X 100 (3) 



) 



-N.V. 

[0070] 
GI5] 



lOIA 



1$01¥4-2 1 7 98 1 

* 16 

* 3 a 



» « * («) 



* § »ttft*di »Brtatb«4>© nan** 
*l «tbft*fi Hsaa 



9 
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2 7. 2 


2 8. 3 




4 


7 5. 3 


5 4. 4 


3 Q. 5 


5 


i o a o 


6 & 5 


s a 6 


8 






2 L 7 


9 


2 7. 3 




2 a 5 


11 


2 2. 1 


3 7. 2 




12 




2 4.0 




13 


2 & 9 


2 * 8 




16 






2 5. 4 


IT 


22.4 




2 1. 5 


18 


2 6. 9 




2 a i 


19 






2 a s 


21 


3 2. 4 


5 a 2 


2 a i 


22 


8 91 2 


5 1.0 


3 4 a 


23 


' 2 10 


4 a2 


2 a 7 


Zi 


2 9. 7 


3 2. 1 




21 




2 a 6 





[0 0 7 1] 8*8*095 

[0 0 7 2] im{££Ql$:M-&-7VZ&ftm2 0-2 
5g»C*JLflIBl*J (i.p. > t£HgD(p.o.)S4l/ 



fc. MLD <g/hSJE» fcH8#7B&©5E£3?S£«S5£ 

[0073] 
[|g6] 



OO) ftW¥4 - 2 1 7 9 8 1 

17 18 
£ 4 S 



fcSft P.O. 



&tt»tt (ULD: 
i.t. 



i 


> 3 0 0 


* I V V 


5 


> 3 0 0 


> I 0 0 


6 


> 3 0 0 


> 1 0 0 


7 


> 3 0 0 


> 1 0 0 


9 


> SO 0 


> 1 0 0 


11 


> 3 0 0 


> 1 0 0 


19 


> 3 0 0 


> 1 0 0 


22 


> 3 0 0 


>. 1 0 0 


23 


> 3 0 0 


> 1 0 0 


2* 


> 3 0 0 


> 1 0 0 


29 


> 3 0 0 


> 1 0 0 



[0074] gttwgi'j^v^B, cum 
^©fi&ffiftuflfciimiMTWi^-fcai 

[0 0 7 5 J ( I ) ifctt-€-©Ha±flF$$n-5 

m*©***s wj6s©$y&&»Tiwi-r* ^ ta* 
a©fcs«j (i) £it\t*<Dmmm&2nzmzmm 

[0 0 7 6] IEPIiyiJgfi£fc&IIU^©MSC*V>T 

p - 1 H D+y*Ifgi^f;MI 
fc£©KiJ8*!l. 7. hn^U-7U-/t-. ^-5>h 

7x. ->jL-7n-7. v^h-^ifoK^SH, ^ 

sjh, flgteKx7>x;^^©^®fiffs«g. yu-fcu>fc 



[0 0 7 7] $fcttttffl©j§«tt, 7* 

[0 0 7 8] (i) t>L<n-e©3ia«tciiF^ 
nsia©w«&$fi*j;i;«4iii»«. mm®. *t© 

1 ~1, 000n« /AS 1 ~ 4 @fC»»JTS4-r-5©*W* 
Uv, 

[0 0 7 9] StTfc. *58^©Hm ##0«5«ktfS 
[0 0 8 0] 

[g&o] 

[0081] mmmi 

N- (n-^JW -4-t Ko*->-2-:**V- 1 
-7i-^-lH-l,8-t7f'Jy>-3-*M* 
■9-5 H (fc£«Jl) 
[0 0 8 2] ##W2T#6n-5ft^«IIa 7. 5 g(0.0 
051€JW £ n - y^)V7 5 >0. 2 7 ml (0. 015* \Z 

v > 3 o di £10*. 2 ufc. jsatesa 

;H 5 0al£»AlP#ma*H£. fflflWRLfc. «B« 
X* 7 -*-*?fg|Mr« H £ fc«fc 0<fc£fe 1 fc&fi 
aSiUTL 1 g «X*6 296) 

[0 0 8 3] 1 8 1-18 4*0 (X*/-*- 

*) 

HS(EI)i/e ; 33701 ). 294, 265 

WOKCPt COOD) 0pph ; 9.40(lfl, dd, J=8. 2Hi). 8.6 



19 



10 



2(1H. dd. J=4. 2Hz). 7.75 ~7.96(4H, b), 7.43 ~7. 
62(2H, a), 3.63(2H. t, J=7Hz), 1.65 ~1.84(2fl, a). 
1.40 ~1.57(2fl. a), 1.04(38, t, J=7Hz) * 

IWfi (X) C: 67. 6 4 H : 5. 6 7 
*fflfit (X) C : 67. 8 3 H 

[0084] 

lH-i, 8-^-7^u>?>-3-*;^*-y-5 H 

(fcS&2) 

[0 0 8 5] n-7^73>Kft*.*? 1 ;i'7S>£ffl 
I* -SBWttHJgW 1 <D7jj£KJpUTfc£& 2 OR 
$70%). « 

U-gfiS (%) C: 65. 0 8 H 
(X) C : 65. 2 9 H 

[0 0 8 7] *ffi$3 

N-^>v^-4-t HD+v-2-^V- 1 -7i 
1 H-l, 8 -^-75 1 <J -7>- 3 -*^3j?=|r1f3 H 

[0 0 8 8] n-7?)l7$>\zRA'<>?)\'7$>£ 
(K$6 6!K) . 

[0 0 8 9] : 2 1 9-2 2 2"C 7)1* A^tic 

st&m (X) C : 71. 1 5 H : 4. 6 1 
$mm (X) C:71. 5 4 H:4. 6 2 



(ID #M¥4-2 1 79 8 1 

20 

*IR(KBH£8I) cm "' ; 1622, 1554 
7g3§#«t: Ci 9 Hi S Nj Oj tLT 



N : 1 2. 4 5 
5. 9 6 N : 1 2. 4 0 
8 [0 0 8 6] ; >3 0 ot (x^y-;w 
MS(BI)a/e ; 29501 ). 294, 263, 168 
NMKCPt COOD) tfppa ; 9.40(1H, dd, J=8. 2Hz), 8.6 
3(lfl, dd. J=6. 2Hi), 7.73 ~7.94(4H. n). 7.45 ~7. 
58(28, d) 

IRttBrteSD cb •' ; 1629, 1595, 1553 
jtMftlft ; CHuNj O? tlsT 
4. 4 4 N : 1 4. 2 3 
4. 2 6 N : 14. 1 8 

MS(BI)a/e ; 371QJ ), 265 

NMR(CPj. COOD) fippa ; 9.40(1B, dd, J=8, 2Hz), 8.6 
3(1H, dd, 1=4, 2Hz), 7.90(1H, dd, J=8, 4Hz). 7.75 
~7.86(3H, b), 7.46 ~7.58(2H, b). 7.30 ~7.6(5H. 
a), 4.77(28. s) 

IR(KBr&#D cb " 1 ; 1627, 1582, 1549 
JcMftlft; CnHirN, 0 3 tVT 
N : 1 1. 3 1 
N: 11.2 2 



[0 0 9 0] HJg^4 

4 - t Fn*->- 2 -t*V-l-7i^-N- (3 
-KU5W) -1H-1, S-1-7?Vi?>-3-1])l>tf 
(fc£fc4) 

[0 0 9 1] n-7^V75>IC^3-75/i;'Ji? 
>SfflV^a^tt^JgWl(07jSIClpi;Tfl:^4S^ 

[0092] >3 o o*c (->*^5 1 ^^;^+-> 
H) * 
ftgfi (X) C: 66.0 4 H:4 
^fflfi (X) C:66. 2 1 H:3. 
[0 0 9 3] $yg«|5 

4 - 1 Hn^v-2 -^-*y - 1 - 7xn;u-N- (4 

-t'J5?;W -1H-1. S—)-y?*)i»-Z 
(fcS&5) 

[0 0 9 4] n-^U75>JC^A4-75/t:U5? 40 

>£ ffi^-5«wni5usw i <D^mzmcxit^ 5 

0K#5 IX) . 
[0095] Bt/£ ; >3 0 0t (^^TUP**^ 

(X) C: 65. 0 7 H:4. 15 
Hfflfi (X) C : 65. 2 2 H : 3. 8 5 

[0096] 

N - -7*?Ml<7S J - 4 - 1 H D+v- 2 -**7- 1 
-7z^-lH-l, 8-^75 1 'J^>-3-*JV^ 
■y-5 H (fc£4&6) 
[0 0 9 7] n -75^75 >ICft;tN. N-^^P 50 



*MS<Bl)m/e ; 358(M ). 265, 94 
NMR(CFj COOD) «5ppb ; 9.76(1H, d, J=2Hz), 9.47(1 
H, dd. J=8. 2Hz), 8.88~8.93(1H, b). 8.74(18. dd, 
1=6, 2Hz). 8.67(1H, d, I=6Hz), 8.16(18, dd,I=8, 6B 
z), 7.90OH, dd. J=8, 6Hz), 7. 75 ~7. 92(38. b). 7. 
53 ~7. 57(28, b) 

IROfflr^SD cb " 1 ; 1658, 1620, 1542 
7c3i#*r ; Cj.HhN. Ot -0. 3Hi OtLT 



0 5 N : 1 5. 4 0 
9 2 N : 1 5. 1 6 
♦ H) 

MS(EI)a/e ; 35801 ), 357. 265. 263 
NMR(CF» COOD) dppa ; 9.47(1E, d. J=8Hz). 8.75(1 
H, dd, J=6Hz), 8.70(2H,d, J=7Hz), 8.53(28, d. I=7H 
z), 7.99(18. dd, J=8, 6Ez). 7.79~7.93(3B, a), 7.4 
9 -7.59(28, b) 

IRdBrtgS?) cb ; 1687, 1589, 1503 
7V&ttVr ; C«oHi«N< O? -0.6H. Ofcl/T 
N : 15. 1 7 
N : 14. 9 3 

k K7-7>*ffl^S£WHiSliS«f i (DjjiktzmCTtoG 

&6£Hfc (IR$5 7X) . 
[0 0 9 8] Bk& : 2 3 9~2 4 Ot: (-f 77*nfc\fc7 

;i^3-jp-*) 

MS(EI)a/e ; 32401 ), 265, 263 
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NffiKCDCU ) <5ppa ; 17.36UB, s). 10.74(1H, s), 
8.51 ~8.59(2H. b). 7.49 ~7.64(3H, a), 7.20 ~7. 
32(38. a). 2.67(6H, s) * 

SWtt (%) C : 62. 9 5 H:4. 

£««(%) C:63. 19 H:5. 

[0099] $mm 

N— {2-i?*?)V75.JXr?M -4-t KP*->- 
2-**y- l-7xx;P-lH-l,8-±73 i 'Ji>> 
-3 3 F (fcS«j7) 
[0 10 0] n-79MKT3>fcft;LN, N-^^JP 10 

UTfcS«7£#fc 0K$6 6X) . 

[010 1] SWi; 2 4 0-2 4 21C (X^7-;W 58 

!t#fiS (X) C:64. 7 6 H:5. 7 2 
HSltt (X) C:64.41 H:5. 87 

[010 2] HMW8 

N- (3-?DD7i-JW -4-tKD*>'-2-t 
*V- 1 -7x-;U- 1H-1, 8-^-75 1| Jv>-3- 

*jw&hj-s h (fc^fes) 

[0 1 0 3] n-73 1 ;P73>IC^?L3-i'DD7xU a? 
>*fflV>S£Wtt^JS« 1 ©^feC«Pi;T^ft8^# 
it 0K$7 5%) . 
[0 10 4] I8t& ; 2 9 5~2 9 8*C 

Stfffi (%) C: 64. 3 8 H : 3. 6 0 
£SJM (X) C:64. 3 1 H : 3. 1 6 

[0105] %mm9 

4-hHD+v-N- (3-*3MU7x^,>W -2-* 

^j-i-y^)V-iH-i,s—f-y^)^>-3- 
*;fofl*tf3F «fc£«)9) 

[0 10 6] n-7^7S>KfUtm-FJW'v>£ 50 
(W7 4X) . 

[0 10 7] ; 2 9 9~2 3 0*C (5>*^H<;UMvfc 

fr^tt (X) C: 71. 15 H:4. 6 1 
(%) C:71. 4 2 H:4. 4 3 



(12) ftBB¥4-2 1 7 9 8 1 

22 

*IR(KBrte?f9) cd ; 1626, 1548 
tc^«t; CitHi.N* O, tLX 



9 7 N: 17. 2 7 
0 1 N : 17. 0 9 
^MS(EI)a/e ; 352(M ). 265, 58 
NMR(CDCU ) ffppn ; 17.50~17.77(lfl, brs), 10.09 
(1H, brs). 8.49~8.56(2H, a), 7.47 ~7.62(3H, a). 
7.21 ~7.29(3H. n), 3.50 ~3.58(2B, a), 2.47~2.52 
(20, a), 2.25(6H, s) 
IRflKBrftSfl) cd ' ; 1657, 1627 
7C5&#*f ; C. 9 H»oNi O s tVX 

N : 15. 9 0 
N : 15. 5 0 
★*vF-*) 
MS(£I)a/e ; 391, 393(M ). 265 
NMR(CFj COOD) dppa ; 9. 43 (IB, dd, 1=8, 2Hz), 8.6 
9(1H. dd, 1=6. 2Hz), 7.95(1H, dd, 1=8, 6Bz), 7.81 
~7.88(3H, a), 7.64 (1H, s), 7.52 ~7.59(2H,a), 7. 
31 ~7.43(3H, a) 

IR(KBr&$) ca > ; 1660, 1592, 1538 
7C*S#*t; CuHmC 1 N* 0» tVX 
N: 10. 7 2 
N : 10. 5 0 
-fr*->F-*) 
MS(EI)a/e ; 371(11 ), 265, 107 
NMR(CP, COOD) tfppa ; 9.43(1B, dd, 1=8, 2Hz), 8.6 
9(1H, dd, 1=6. 2Hl). 7.94(1B. dd, 1=8, 6Hz). 7.80 
~7.88(3E. a). 7.53 ~7.59(2H, a), 7.20 ~7.40(4H, 
a), 2.4K3H, s) 

IROBr^M) ca -< ; 1660, 1621, 1563 
7c£#*f ; CtjHiTNj Os tLX 
N: 11. 3 1 
N: 11.3 2 



[0108] %mm\ 0 

4-tHn^-N- (2-*^7xx;W -2-Jr 
^■v-\-yx.-)V-\H-\,%-iry^)^>-z- 

#JM**-*3F (fc£«|l 0) 

[0 1 09] n -73^73 >Cft;to-FJH , -7>£ 40 
JBfr>«£l*tt£iM 1 ©*&JClfH;Tfll-&» 1 0 £i§£ 

(flil*7 4%) . 

[0 1 1 0] ; 2 8 0-2 8 3*C (9*9'JlrXMt+ 

§rJ¥fi (X) C : 71. 1 5 H :4. 6 1 
(.%) C:71. 3 1 H:4.42 



♦*->F-*) 
MS(EI)a/e ; 37KM ), 265, 107 
NMR(CFs COOD) <5ppa ; 9.44(1H, dd. 1=8. 2Hz). 8.7 
0(1H. dd. 1=6. 2Hz), 7.95(1H, dd. 1=8. 6Hz). 7.79 
~7.89(3H. a). 7.47 ~7.59(3H. a). 7.28 ~7.39(3H, 
a), 2.34(3H, s) 

IROBr&M) CD 1 ; 1658, 1620, 1551 

N : 1 1. 3 0 
N : 11. 2 5 



[0 111] &B0U 1 

4-t Kp+->-n- (3-XhP7xX;W -2-* 
*7- 1 -7xX;U- 1 H-l. 8 -*7?'J 5?>- 3 - 
*JWS*"»SK (fcSftl 1) 
[0 112] n-73MU73>KttA3-- hD7nU 



50 



>*JBH*K*ttfygW 1 (D^SKUPCTfcSfc 1 1 £ 

(<K$7 7X) . 
[0 113] : >3 0 0*C (?*?JlaJl'**3'F 
-*) 

MS(BI)a/e ; 40201 ). 265, 263 



(13) #W¥4 - 2 1 7 9 8 1 

23 24 

NMR(CP, COOD) «ppm ; 9.45(1H, dd, 1=8. 2Bz), 8.7 *H. m). 7.690H. t, J=8Bz). 7.54 ~7.58(2H. b) 

6(1H, t. J=2Hz), 8.7K1B. dd, 1=6, 2Hz), 8.24 (1 IR(KBr$&$J) en " 1 ; 1660. 1548 

H, dd. J=8, 2Hz), 7.91~7.99(2H, nO. 7.80 -7.87(3* 5£^«T : Ci . H, 4 Os tLX 
if-gtt (%) C: 62. 6 9 H : 3. 5 1 N: 13.9 2 
mm. (X) C:62. 9 7 H : 3. 0 9 N: 13. 8 7 
[0 1 1 4] &6SW1 2 

4 - 1 Ka+v- 2 -**V- 1 -7xr:;U-N- (2 MSCBI>m/e ; 36401 ), 265. 100 

-?7»/UJW -lH-1.8-^-75 L Ui?>-3-*;P NMR(CP? COOD) «ppn ; 9.48(1H, dd, 1=8. 2Hz), 8.7 



JO 



20 



#*U-SK (fc£«12) 
[0 115] n-:7^*73J'fcfW.2 -73/^7*/ 

(mix) . 

[0 1 1 6] BU& ; >3 0 &*?)V*)VATS. F3K 

»3¥fil {%) C : 59.3 3 H:3. 3 2 
{%) C : 59. 7 6 H : 3. 0 0 

[0 117]^»W13 

N- (2-^>'/?7 , /'J;V) -4-bFD*j/-2- 
#*V- 1 -7^~)V- 1 H-l, 8 *?y- 3 

H «b^»i3) 

[0 118] n-7? 1 ;U75>fc^2-7S/^>V r 
?7 1 /-;P5fflV^£WttSI!B09 1 ©7ji£»C«PCTfc£ 
fel 3£8fc 0RS&5 1%) . 
[0 119] ; >3 0 0*C <?Jt?A**A73 F* 
H-^fi (%) C : 63. 7 6 H 
HSIfit (%) C:63. 5 9 H 

[0120] 4 

N- (4-£DD7xn;W -4 -t FO^->- 2 
*V- 1 -7i^- 1 H-l. 8 -^•75 1 U 5»- 3 - 
*;HK*D-5H (fc£&14) 
[0 12 1] ##«3T#en*ft^«9lIa 1. 5 g (0. 
006 3*;» t4-^nD7x^;WV>'7*-hO. 
8 5nl (0. 0 O 6tJW \ZV*?)VX)V*s*ri, F 2 Ob! 

F U >0. 9 2 ml (0. 0 0 6 6 £ 
HoAT-ftfcftLfc. RJ&SifcS: 4 M£JfiS*ig#l 5 

X^JH 5 0i.*fclnA. 3 0#8z#U BtfttJRL* 
tt»fil (%) C : 64. 3 8 
(%) C : 64. 1 9 



8(1H, dd, J=6, 2Iz). 8.0K1H. dd, J=8. 6Hz), 8.77 
~8.90(4H, i). 7.62UH, d. J=4Hz),7.52 ~7.56(2H. 
m) 

IROfflr&SD cm-' ; 1652. 1620, 1547 
5c**Wr; CitHuN* O, SthX 
N : 15. 3 8 
N: 15. 5 7 

★-*) 

MS(EI)fl/e ; 414(11 ), 265, 150 
NMR(CF* COOD) tfppm ; 9.49(1H, dd, 1=8, 2Hz), 8.8 
0(lfl. dd, J=6, 2Hz), 8.12(1H, d. J=8Hz), 8.03(lfl, 
dd, J=8. 6Iz), 7.75 ~7. 97(68, m).7.53 -7.6K2H, 
n) 

IR(KBr^9) cb " ' ; 1658, 1616, 1532 
tBUMt ; C12H14N4 O* S<hLT 
3.4 0 N: 13. 5 2 
3.01 N : 13. 2 1 

Ccfcrj. fc&fcl 4 UT1. 4 g 0R$5 6 

[0 1 2 2] ; 2 8 I ~2 8 6*0 (i^fMl^A 
7$. H-*) 

MS(EI)m/e ; 39101 ), 265, 127 
NMUCFj COOD) c5ppb ; 9.43(1H, dd. J=8. 28i). 8.6 
9(1H. dd. J=6. 2Hz), 7.94(1H. dd, J=8, 4Hz). 7.78 
~7.87(3H, b), 7.42 ~7.59(6H, B)IR(KBrtgJ8) cb 

1 ; 1660. 1593, 1548 
7C*#«r ; C»i H14 C 1 N 3 0». tVX 
N: 10. 7 2 
N : 10. 5 2 
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H : 3 6 0 
H : 3. 5 7 



[0123] -mmis 

4-fc Fn+->-N- (4-- hD7x-;0 -2—i!r 40 
*v- 1 -7*-)v- 1 H-i, 8 —fy^v 3 - 

(fcSttl 5) 

[0 12 4J 4-i?DD7irMV->7^-M:^ 
4 - n F n 7 xn;K V ->7*- F £JBV»££WiSlig 
«1 4©*&lC«Pi;T<fc^«Il 5Jifc OR* 4 2 
%) . 

[0 1 2 5] Wk ; >3 0 Ot (3?jt?Art/L**3'H 
-*) 

MS(BI)»/e ; 40201 ), 265. 77 

HMR(CF» COOD) 5ppn ; 9.45(lfl, dd. 1=8. 2Bz). 8.7 SO 



4(1H. dd, J=6. 2Hz), 8.39(2H, d, J=9Hz), 7.80-8. 
01 (6ft, b), 7.50 ~7.67(2H, a) 
IR(KBr&SD cb ' 1 ; 1659, 1548, 1511 
[0 126] §£660516 

4-tHn+v-N- (4-^h+y7iz;W -2- 

t+y-l-7i^-lH-l, 8-^7^U^>-3 
-*M+«F (fc£«>16) 
[0 12 7] 4-^DD7i^MVm-H:ftl 
4 -;* h*->7xn;W7->7*-h*ffl^SeU^ttll 
JfiW 1 4 ©^SIClpUTft^ft 1 6 «K$4 2 

*) . 

[0 12 8] Bj& ; >3 0 0*0 (5?^^^^**->H 



(14) 



<#B§¥4 - 2 1 7 9 8 1 



25 



-*) 

MS(El)n/e ; 387(M ), 265. 123 
NMRXCFj COOD) (Jppm ; 9.43(1H, dd, J=8, 2Ez), 8.6 
9(1H, dd. J=6. 2Hz), 7.94(lfl. dd. J=8. 6Hz). 7.80 * 
W-gfi {%) C : 68. 2 1 H 



*~7.92(3H. m). 7.45 ~7.66(4H. b). 7.08 ~7.23(2H, 
b) 

IROBrfeSO) en "' ; 1657. 1602. 1554 
4. 4 2 N : 1 0. 8 4 



C : 68. 1 8 



10 



mm (%) 
[0129] sasm 7 

4-kHD+y-N- (4-^?;P7x-;W -2-* 
*V - 1 -7I-J1/- 1 H-l, 8 -:f7?U x>- 3 - 

({t$mi 7) 

[0 13 0] 4-^0D7irMVm-M:«)l 

«1 4(D7Jj*{Clpi;Tfc^«!Il 7£#fc 0R$4 5 
X) . 

[0 1 3 1] ; >3 0 0"C (^^vUM^F* 

ft&fi (X) C:71. 14 H:4. 6 1 
{%) C:70. 8 3 H:4. 6 4 



H:4. 4 6 N: 10. 8 0 

MS(EI)a/e : 37101 ). 265, 107 
NMR(CPs COOD) «5ppB ; 9.43(1H. dd. 1=8. 2Hz). 8.6 
8(lfl, dd, J=6, 2Hl). 7.94(lfl, dd. J=8, 6Hz), 7.76 
~7.91(3E. n), 7.50 ~7.64(2H. b), 7.27 ~7.41(4H. 
n), 2.40(3H. s) 

IR(KBr&»D en-' ; 1658. 1598, 1550 



N 
N 



11. 3 1 
11. 1 7 
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[013 2] 8 

4-kHD^5/-N- (3-*h*->7x:r)W -2- 
1 -7ir;P- 1 H-l, 8 —jry^i 5»-3 
-*^3K*U-5H (fc^tti 8) 
[0133] 4 - * D D7xrM y >-7*- Heft*. 

3 -* h*y7x^K y v7*- HSffi^SfiW-tt^ 
*«14 0*tttlpCTft:d«18Sfffc OK* 4 8 
X) . * 

ftgfil (X) C : 68. 2 1 
SHHL(X) C:67. 8 1 
[0 13 5] Hffiftl 9 

4-hHO*5/-N- t2-*b*f7xZM -2- 
1-7X-JP-1H-1, 8-t7f'Jy>-3 
-jM**** P «fr&&l 9) 
[0 136] 4-^DD7xzMVm-HCft^ 
2 h*->7x-Jiv-fy->7*-hSfflV>-S£U1-i3* 
ft« 1 4 <D^&\zmCX{t^!SS 1 9 OK* 5 2 

X) . 

[0137]»£;>300t: (SWJPJUWpH'F* 
ff-gfi (X) C:67. 8 9 H 
(X) C:67. 7 8 H 

[0 13 8] 0QSW2O 

4 - 1 H D*->- 2 -**y-l, N-J>7xS*- 1 H 
-1. 8 -*WJ3»- 3 -**#*i)-5 F «fc&«2 
0) 

[0 13 9] 4-i?DD7irHV->7*- MCfW. 

7x=jk y->7*- hSffl^*£Wttiusw 1 4 
mzmcTtt,£®i2ozmz ok* 50%) . 
[oi4oja^;>3oor (p*?*;*;!**^.** 

fUHS (%) C : 70. 5 8 H : 4. 2 3 N : 1 1. 7 5 
^fflfi (%) C:70. 3 1 14:4.13 N: 11.46 
[014 1] $mm2 1 D*}'- 2 - t*V - 1 -7x=*- 1 H-I. 8-^-7 

N- (l-^>^tf^U-7>-4—f;W -4-kH 50 WS>-3 -XfrtfttS P «b£«21) 



* [0 1 3 4] Mj&; 2 7 5~2 8 0"C {^^X^* 
*->F-*) 

MS(EI)ia/e ; 3870! ), 265. 123 
NMR(CPj COOD) «5ppB ; 9.44UH, dd. J=8. 2Hz), 8.6 
9(1H. dd. 1=6. 2Hz), 7.940H, dd, J=8, 6flz), 7.78 
~7.90(4H, b), 7.32 ~7.62(5H, m), 4.04(3H,s) 
IR(KBr40W) cb -> ; 1656. 1593. 1549 
7C*ft«r:CttHi>Nt 04 tUT 
H :4. 4 2 N : 10. 8 5 
H:4. 3 9 N: 10.8 0 
ir-AO 

MS0!I)b/c ; 38701 ). 265, 123 
NMRCCFi COOD) <5ppm ; 9.450H, dd. J=8, 2Hz), 8.6 
7(1H. dd. 1=6. 2Hz), 7.78 ~8.09(5H, n). 7.50 ~7. 
69(2H. m), 7.34(1H. t, J=8Hz), 7.04 ~7.20(2H, a). 
3.94(3H. s) 

IROBrftS© ca -' ; 1600. 1577. 1548 
jc*5#*r; Ct.HwNs O. •O.lHiOtLT 



10. 8 0 
10. 6 4 



4.4 5 N 
4.4 3 N 
♦ -*) 

40 MS(El)B/e ; 357(M ), 265, 197 

NMR(CFj COOD) «5ppB ; 9.44(1H, dd, 1=8, 2Hz), 8.6 
9(1B. dd, J=6, 2Hz), 7.78 ~8.02(4H. b). 7.32 ~7. 
68(7H, b) 

IR(KBr&#|) ca ' 1 ; 1663, 1598, 1548 
tS58«t; C.iHisNs O* tbT 



(15) 



ftW¥4 - 2 1 7 9 8 1 



27 



28 



H 
H 



[0 14 2] n -73^75 >iCfU.4 -75/- 1- 

UTfc£4&2 1 (W9 7 X) . 

[0 1 4 3] MA ; 2 0 5-2 0 6*C (i*/-;p-* 

MSCEOm/e ; 454(11 ). 265, 91, 82 

ti-gfc (9C) C : 71. 3 5 
SlSHt (*) C : 71. 3 8 

[0144] mmm2 2 

4-tHP+y-2-t+V-l-7i-^-N- (?=• 
7'/'J >- 2 M ~ 1 H-l. 8 —jryf-i) 3 
-*;W?*U-5H (fc£<8>2 2) 
[0 14 5] n-y?)V7$.>\ZR\2 -75/^77 

u >*fflt^£wn±*j6^ i o^mzmcxits® 2 2 

[0 14 6] B^i;>3 0 0 , C (*vU» 

ttJNtt (%) C : 58. 4 3 H 
USUI (%) C : 58. 3 6 H 

[0 14 7] m,M2 3 

4-kHD+->-2-**V-l-7xr:jl'-N- (tr 
vV>-2-^M -lH-l,8-i-7?i)i»-3- 
#)W#*U-5F (fc£«)2 3) 
[0 14 8] n-73\/P75>fcfU2-75/t:5^ 

>£fflv>*£WiHisw 1 ©^j£trqsi;Tft^2 3 £ 

(4S#S3 8X) . 
[0 14 9] BWt; >3 0 0*C (*>W» 

tt"gtt (X) C : 63. 5 1 
OK) C:63.68 

[0 15 0] SQSM2 4 

N- (5-X^JV-l, 3, 4-f7y7 , /-^-2- f 

;W -4 - 1 Hn+v- 2 -^-*y- 1 -7xn;i/- 1 
H-l, 8 -i-y^'J V>- 3 H Ut&® 

24) 

[0 15 1] n -73ML-75 >Ktt;t 2 -75 / - 5 - 
X.?)l-l, 3, 4-?7y7 4 /-)P*fflV^tt^ttSIJS 

1 ©#ftlTtpi;Tfl:S4& 2 4 0R$ 6 8 %) . 

[0 1 5 2] ; >2 9 8"C (^/^*;l'A75 H* 
H-ff® (*) C : 58. 0 0 H 

mmm (%) c : 58. 1 6 h 

[0 15 3] 306012 5 

4-tHn^>-N- (2-*h*>fcr'JS?>-5 W 
M -2-**V-l-7x— ;k-lH-l, S-1-7? 
U 5>>- 3 -* Jltf*** H «fc£& 2 5 ) 
[0 154] n -73^75 MCftA 5-75/ -2- 

Tfc£4&2 5 OR* 7 1 X) . 

[0 1 5 5] MA : 2 8 5~2 8 7t & *3\>V*;V k+ 

(X) C : 63. 7 6 H : 4. 2 8 N 
HHffl (X) C : 63. 7 1 H : 3. 9 9 N 
[0 15 6] §86012 6 50 N- (2 



*NHR(CF» COOD) <5ppm ; 9.410H, dd. J=8. 2Hz). 86 
5(lfl, dd, 1=6, 2Hz), 7.94 (IE, t. J=7Bz), 7.77~7. 
90(3B, m), 7.42 ~7.64(7H, b). 4.42(2H, s). 3.86(2 
H, d, J=12Hz). 3.42 ~3.73(1H, a), 3.30(2H, t, J=l 
2Hz), 2.47(2H, d, J=12Bz), 2.07 ~2.25(2H, n) 
7G5&#«r ; CnHi.N* Cb thX 
5. 7 7 N : 12. 3 3 
5.9 5 N: 12.5 2 

*MS(EI)m/e ; 366(M ), 347 
10 NMR(CPj. COOD) tfppe ; 9.79(1H, dd. J=8, 2Hz), 8.6 
4(1H. dd. J=6. 2Hz), 7.93 (lfi, t, J=7Hz), 7.75~7. 
87 (3H. n), 7.45 ~7.58(2H. b), 4.85(2H. t, I=8Hz). 
3.78(2H. t, J=8Hz) 

IR(KBr^M) en " ' ; 1701, 1593, 1549 
7C38#«r; C1.H14N4 O? S-0. 2H« OtLT 



3. 9 2 N : 15. 1 4 
3.6 4 N: 14. 8 7 

★MS(BI)a/e : 359(M ), 263 
20 NMR(CFj COOD) 5ppB ; 9.92(lfl, s), 9.48(1B, dd, I 
=8, 2Hz), 9.25(1H, dd,I=3.1Hz), 8.72 ~8.74(2H. 
b), 8.74 (1H, t, J=7Hz), 7.78~7.88(3H, a), 7.50 
~7.60(2H, b) 

IROSBrSgfl) cm 1 ; 1659, 1621. 1520 
7iMft¥i; C 1S H.,N S O? tLX 

★ 

H:3. 6 5 N: 19. 4 9 
H:3. 3 9 N: 19. 19 
TV-*) 

30 MS0EI)m/e ; 393(M ), 265. 263 

NMR(CFj COOD) fippa ; 9.46(1B. dd, J=8. 2Bz), 8. 
77(1H, dd. J=6.2Hz).8.10(lH, t, MHz). 7.78~7.92 
(3H. B). 7.50 ~7.58(2H, m). 3.46(2H. q, J=7Hz), 
L67(3H. t. I=7Hz) 

IR(KBr$£ffl) cb 1 ; 1660. 1530. 1471 
7cJ&#*r; Ci.HisNs 0» StUT 

3. 8 4 N : 17.8 0 
3. 5 9 N : 17. 5 8 
40>75F-*) 

MS(EI)a/e ; 38801 ). 265. 124 
HMR(CF, COOD) (Jpprn ; 9.44(1H, d. I=4Hz). 9.23(1 
B, brs). 8.71~8.80(2H,b), 7.80 ~8.01(4H, a), 7.5 
1 ~7.60(3H, b), 434(3H. s) , 
IR(KBr&£© cb -' ; 1661. 1544. 1493 
7C3!S#$r: CnHieNi O4 -0. 4H» OtUT 

14. 1 7 
14.0 7 



(16) 



ftffl¥4 - 2 1 7 9 8 1 
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30 



10 



20 



is -2 -**7 - 1 - 7x=JV- 1H-1. 8-+7?'J 
v>- 3 -*;^*D"5 F (fll^2 6) 
[0 15 7] n-73^7:S>fc:fUL5-75/-:*n 

a tru ^>«Av»«£^(«idiM i o^mzmcxit^ 

<l&2 6£#£ 0R3S6 4*!) . 
[0 1 5 8] ; 2 8 2-2 8 3*0 (?no*;VA) 

MS(EI)m/e ; 392(M ), 265, 128NMR(CF, COOD) Sppm 
; 9.69(1H, brs), 9.46(1H, dd, J=8.2Bz). 8.880H, 
dd, 1=6, 2Hz), 8.72(11, d, J=6Hz), 8.07(18. d. 1=1 

OHl), 7.97(lfl. t. I=7Hz),7.82 ~7.86(3B, a). 7.52 

~7.57(2H. m)IR(KBrfiK!l) CI ; 1662. 1542. 1460 

7c*^«f ; CioHnC i NmOj tvxmnm m 

C:61. 16 H:3. 3 4 N:14. 2 6HSJ« 
(SO C:60. 9 8 H:3. 3 2 N : 14. 1 5 
[0 15 9] 7 4-tFo*5'-N-^&;^7* 

y / - 2 -:t*7- 1 -7xr:;U- 1 H-l, 8 
»J *J>- 3 H (fc£«J 2 7 ) 

[0 16 0] n-73\IV75>J;:fU.N-75/*,/7 

* y >&m>sBWJ*6S#g i ©#&,c*gi;TfcS«3 2 

7&#it (JR$8 7%) . 

[0 1 6 1] 2 6 3-2 6 6^ (*->U» NS(E* 

ff^tt (%) C:67. 7 3 
HSItt (96) C:67.74 

[0 16 5] maW2 9 

4-tHD^>-2-**V-l-7i-^-N- (3 
-tf'J^M^W -1H-1. 8-7-7^ys»-3- 

H (fc£*s2 9) 
[0 16 6] n-7?)V7*>\zK7i3-7S.S* : ?fr 

try -7>sfflv^JEWj-tt*jgw i <ojjm\zmvT<£&® 

[0 16 7] 2 2 2-2 2 4"C &~>U» 
ff-»® (*5) C:67. 7 3 
Hjfflffl (%) C:67. 5 9 

[0168] $mmo 

N- (4-7S/7xn;M -4-t Ho+v-2-^" 
+7-1 -7i^-lH-l, 8-7-7?iJv>-3- 
tDlfflrDS. H «b£«>3 0) 
[0 16 9] n -73^75 >fcfU.p-7x:ilx>-7 
75>«fflVi5£W1.ttlli|«l(D^Stqii;TflI^«j3 
0£#fc («$9 0X) . +40 



*I)m/e ;36 6 (M ), 2 6 3, 1 0 2NMR(CFj COO 
D) 6 ppm ; 9.42(lH,dd, 1=8, 2Hz), 8.76(lH,dd, 1= 
6,2Hz), 7.98(18, 1. 1 =7Hz), 7. 80~7.86(3H,m), 7.48 
~7.53(2H,m)IR(EBr) cm" 1 ; 1618. 1473, 1440, 1113 
7c3§##f ; C..H..N* O4 tLTtf-gffi (%) C: 
62.2 9 H:4. 5 9 N : 1 5. 2 9 ^SJfi (%) 
C: 62.4 6. H:4. 8 0, N: 15. 4 0 
[0 16 2] £»«2 8 4-kFa*>'-2-;*-*y- 

1 -7xr^-N- (4 -try 9**9>M - 1 H-l, 

8 -7-7^'J 5>>- 3 H (fc&«2 8) 

[0 16 3] n-7^;V7S>CftS.4-7S/>W 

e y v>zm ^zm-\*mm 1 ©TjjsicipUTft^ft 

2 8£f|fc 0R$7 3%) . 
[0 16 4] 2*3 2-2 3 4^ (*>>V» 

US<Bl)m/e ;372 (M ). 26 3, 23 8, 108 
NMR(CP, COOD) «5(ppm) ; 9.42(lH,dd, J=8,2Hz), 8.81 
(lfl,d,I =6Hz). 8.69(lH,dd,I=6.2Hz). 8.17(lH,d.I 
=6Hz), 7.96(18. 1. 1 =7Hz), 7.78~7.85(3H,m), 7.48 
-7. 55(28, m). 5.10(2H,s) 
IRffllrfiftb cwr' ; 1660, 1626.1535 
7C*»9r; CtiHi.Ni O* tLX 
H : 4. 3 3 N : 1 5. 0 3 
H:4.27 N: 14.89 

JSOBCEDm/e :372 (M ), 26 3, 23 8, 108 
NMR(CFj. COOD) 6 ppm ; 9.40(18,dd. J=8,2Bz), 9.02 
(1H.S). 8. 76-8. 83(28. m). 8. 64(18. dd. J=6.2Ez). 8. 
14(lH,t,J =7Hz), 7.92(lB.t.J =7Hz), 7.78-7.86(3 
H.m), 7.47-7. 55(28, m). 5.02(2H,s) 
IROffir) cm"' ; 1658, 1556 
7£3§#*r; C t iHi 6 N4 O? tbX 
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H 
H 



tt»ffl (SO C:67. 7 3 
^SJffl (*0 C:67. 7 7 
[0 17 1] Hffi«3 1 

4-tKa*->-N- (3-*^;Hf>J-7>-4— f 
M -2-t+V-l-7i-JP-lH-l, 8-^-7? 

y v>- 3 k «t£«* 3 1 ) 

[0 17 2] n-7? L ;V75><rftA4-757-3- 

ffl-^M (X) C : 66. 4 5 
^fflfit (%) C : 66. 4 3 



4. 3 3 N : 15. 0 5 
4.0 6 N: 14. 8 4 
★ [0 1 7 0] 8jS:>3 0 0 , C (*->!✓» 
MS(El)m/e ; 3 7 2 (M ) , 10 8 
(WR(CFt COOD) « ppm ; 9.44(lH,dd, J=8.2Hz), 8.69 
(18,dd.J=6.2Hz), 7.73~7.96(6H.m). 7.53-7.65(48. 
m) 

IRttBr) cm"' ; 1658, 1627. 1563. 1553. 1515 
7C##$r; C 2 iH.eN4 Oi <hl/T 
H:4.33 N:15.04 
H:4. 2 3 N: 14. 7 6 

fc£ft3 1 (IR$6 2%) . 

[0 1 7 3] : 2 7 6-2 7 9*C <3?*?***A 
75 H) 

MS(EI)m/e ; 3 7 2 (M ). 26 5, 26 3. 108 
IROffirStflJ) cm 1 ; 1666, 1594.1434. 1394 
5£3St#$h CtiHnN4 Oi -0.4 Hi OthX 
H:4. 4 6 N: 14. 7 6 
H:4. 3 2 N: 14. 7 9 



(17) 



ftH¥4 - 2 1 7 9 8 1 
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[0 17 4] £Jfifll3 2 

4-tKD*i/-2-t+V-l-7i^-N- (2 
-bf'J^JW -lH-i, 8-^-7?U^>-3-*;^ 

H (fc£«>3 2) 
[0 17 5] 2-Ih*-»!)M^-N- (2 -try 
3W 9g (0.0092^) £N, N->? 

^^VT-bhTSh^Onn^lSPU 6 0 h 
U^Al. Og (0.025 *M ZftMTtoZrz. *s8&©58 
£*tfcfeo&tg, ##mTft£n*fc£!8!Va 2.0 
g (0. 0083^) 1 1 1 o tn? i i$rainf&& bfc. 10 

R&mmmvm.Tmm®2kU »Bex^5 0mi* 

irgtt (%) C:67.03 
(%) C : 67. 0 7 



52 



*t*5 omisjn^ufc^asaffibTSJii^-efc. v 

*=f-)l*)Vk7* HTH^S-r5^tlC«tOft^!»3 2 
SgfcStfilSSli: UTO. 8 8 g ( 3 0 %) %Tc. 
[0 1 7 6] flftjg : >3 0 0"C & *<?)l>ft)l&7 S. 
H) 

MS(EDn/e :358 (M ). 26 3, 94 
NMJtfCF* COOD) d(ppm) ; 9.46(lH,dd, J=8,2flz), 8.77 
(lB.d,I =6Hz), 8.55~8.65(2H,m), 7.98~8.06(2H, 
m), 7.81~7.92(4H,m). 7.52~7.58(2H,m) 
IR(KBr) cur' ; 1652, 1520, 1491. 1436 
7c£#*r; CuHmN* Oi tUT 
H:3.94 N: 15.63 
H : 3. 8 5 N : 1 5. 3 4 



[0177] mm 

1- 7xx;|/-2H-fcf<J F (2, 3-d) (1,3) 
tr$»-2,4 (1H) -*J*> (ft^SlVa) 

[0 17 8] 2-7- , )J-3?>m*?)l (J. Org. 
Chen., _39_, 1803(1974) ) 7. 0 g (0. 0 3 1*JW SI, 

2- ^DDI^>7 Omit v^D"> 7 ml ©jg^tt t 
i§#U 6 0 < CT£iTFK:MJ£DD*3^Dn*^ a? 
*-M lml (0.092 *jW*iTF*. ^5fc3^MS^ 

«•#«(%) C:65.0 0. H 
Hffltt (X) C:65. 11. H 

IR(KBr£$D cm ' ; 1791, 1727. 1584 

' B-HMR(CDCl3 ) d(ppn) : 8.58(lH,dd, J=5,2fe), 8.4 

8(lH,dd, J=8,2Hz), 7.51~7.63(3H,m), 7.33-7.37(31, 

m). 7.29(lfl,dd,I=8,5Hz) 

MS(m/x) : 2 40 (M ), 1 9 6. 168 

[0180] mm 

8-^-7^»ji?>-2 (ih) -*> (&&m\ 

a) 

[0 18 1] ?D>8i?I^2 5ml (0.16t;W £ 
N. N-; V*9)V7±Vf 5 H2 SilCSffU 60% 
*jfHW-h'J9A0. 8 0 g (0.020 £#*3TFln*-* 
iHNS (%) : C 65. 0 0, H 
$mm (X) :C 66. 0 5, H 
IROBrteS!) cm ' ; 1670, 1615, 466 

1 H-NMR(CF> COOD) 6 (ppi) : 8.48(lH.dd, J=4,2Hz), 
8.46(lB.dd.J=8.2Hz). 7.38~7.56(3H,m), 7.32(lH.dd. 
J=8,4Hl). 7.21 ~7.26(2H.m). 4.32(2B,q, J=7Hz),1.28 
(3H, I, J=7Hz) 

MS(tt/z) : 3 1 0 (M ), 2 6 3, 7 7 

[0 18 3] mm 

4 - 1 H D*->- 1 -7x^-1, 8 i/s- 

2 (1H) (fc£ftIXa) * 

(%) C : 69. 5 2 H 
Hiffl® (%) C : 69. 2 8 H 
IRGBrfiBH) ci -> ; 1680. 1641, 1615 



^jSTC3^»c3o»a«Lfc. ^fi*T»aiu as 

S*feiteattT6. 5 g (8 7%) 
[0 179] Hj&: 1 96~1 9 8*0 
TCiSittflT; C11H. N* 0 3 tLX 

3.3 6. N: 11.6 6 
3 2 2, N : 11.4 8 

<K»Va 4. Og (0.017 *;W£JD*.> fMrfcftAU 1 

5o*c-c2. smmmmvTz. R&mm&xmu »sx 

OOmlSriDx.. WfflUfc|gS£aEb7£. 
fc|£&£*l OOillCjgflFU aSKTISttfcLT«fHl 

-f V 7*n M)V7)Vn -)1-X9J S SlSSf * 
CtfcckO^ftlla ttT4. 3 g (8 8 

%) 

[0 182] 247~2 5 2*C 
5g3&#«t; CuHuNi 0« tUT 

4.5 5, N 9. 0 3 
4.3 5. N 8. 9 8 

it [o 18 4] mm2-?nt>tiz>fc&mu 2g (0.06 

8tW £2&g*Kfc:THJ'7A8m0incjD*l 

*->H-*TH«S-r5;:tlC«t0fl2^«JlXa S1.4g 
(8 6%) #fc. 
[0 1 85] M£: 300X: 
jtm^m; CuH.,N. O2 -0.2H.OtLT 



4. 3 3 N : 1 1. 5 8 
3.99 N : 1 1. 5 3 
H.dd.J=4,2Hz),8.26(lH,dd,J=8,2Bz). 7.37 ~7. 53(38. 



H-NMR(CFj. COOD) 6(ppn) : U.79(lH,brs), 8.40(1 50 m), 7.18~7.28(3H,»), 5.95(lB,s) 



(18) 



ttm¥-4-2 1 7 9 8 1 
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MS(m/z) : 238 (M ),237, 19 5, 77 
[0 18 6] Sfflffll m 

fc-s-fti 5 one 

A 8 6 Ong 

J5&F?A/<5tf' 3 0ng 

XfT'J^^y^A Ins 

[oi8 7] mm m 

fc£«j2 5 0ng 

a JS 3 0 0ng 
[0 18 8] KffiMS ->Dy^W 

ft^*l 50ng 
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30g 

p-kH v£S#g&x3\fc 4 0 ng 
p-kK D+v^BSK^n 1 Ong 
X h V—rt— 0. 1 cc 

rnt*staAT. ^fii oocct-r-5. 

[0 1 8 9] 88fl{l4 isUy-fM 
{fr&&2 5 Omg 

3 o g 

10 p-kHa+v^cJ&SKx^ 4 Omg 
p - 1 H u*is$wm?u l o is 

X h ij -7 U-/t- 0. 1 cc 

Z.ft\Z*&1nAX. £fil OOcctTS. 
[0 19 0] 



This Page is Inserted by IFW Indexing and Scanning 
Operations and is not part of the Official Record 

BEST AVAILABLE IMAGES 

Defective images within this document are accurate representations of the original 
documents submitted by the applicant. 

Defects in the images include but are not limited to the items checked: 

□ BLACK BORDERS 

□ IMAGE CUT OFF AT TOP, BOTTOM OR SIDES 
Ctfaded TEXT OR DRAWING 

eTblurred or illegible text or drawing 

□ skewed/slanted images 

□ color or black and white photographs 

□ gray scale documents 

jzllines or marks on original document 

□f reference(s) or exhibit(s) submitted are poor quality 

□ OTHER: 

IMAGES ARE BEST AVAILABLE COPY. 
As rescanning these documents will not correct the image 
problems checked, please do not report these problems to 
the IFW Image Problem Mailbox. 



